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(54) [3S9I©fcjfW «Sfc*«t«IB«<iD^J»©ft:>&©fcr^3»J>»«IS^ 



(57) BSfc) 

mfr^m *mm\±, fkbpi (fkbp-i 

fct. 7/T?-1'^>, FK-5 0 6, Rap-Pa, wa 
y-124, 6 6 6v SLB-50 6, GPI-104 
6v GP 1-1044, 6PI-1102, GP 1 - 1 
1 1 6*&liGP 1-12 0 6T*fc£. 



(2) 0 0 2-5 22 4 8 5 

[IS^3] HufEF K B PM-Y K/y -4 U >t£F K B P — 1 2ffe5, 
[f&#3153 MIB^^0«, KfSgiSL S«<Di8£L Sll 

imMm. e 3 tfftatf^n y ywwiw ay-124, 6 6 
> 1 nmvjj&o 

m$tm 8 ] futa tr^n y r a P - p a a$&g 1 

[»*^ 9 3 MSBtT^n y >/^g§#^« SLB-5 0 6T*^ Sl&g 
1 g2«©2FS;o 

M&K 10] Suia tr^n y v&SNWWi. 



(3) 



ff*2 0 0 2-5 22 4 8 5 




Me 



4- (4-^b^>7x^;W W (2S) -1- [2- (3, 4, 5-HJ 
4- (4-^b^>7x-;V) (2 S) - 1 - [2- (3, 4, 5 - h 'J 

b : 

4- (4-^h*>'7x-/W (2S) -1- [2- (3, 4, 5-HJ 

^b^7x^;V) yurfSJM t: Fd - 2 - if 'J ^ > A^*'^^ W 

h ; 

4- (4-^F^7x-;W 7?7l/ (2 S) -1- [2-^V-2- (3, 
4, 5-hy^b^7x^;W T*3-M Ka-2-tf U5?>*;V# 

[ft 2] 



(4) 
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MeO OMe 



(2S) -l - (3, 3-^^^;l/-2-^-^y^ 

3-7x-;l/^ntf/l/ (2S) -1- (3, 3-i?* 1 ?-fl'-2-**FW/#S 
^)V> A+^ti Fa- 2 - ^U ^yjb;V^>U- h ; 

3- (3, 4, 5-h'J^h^5/7i^;V) ynOV (2 S) -1- (3, 3- 

v i ^^-;v-2-^-4 i y^>^y^;l/) 'vfr-frfc Fn- 2 - fcf y s^^l/tf^s-'iv 

(1 R) -2, 2-^^;P- 1 - 7i^f;V- 3 -y-r~;lx (2 S) - 1 - ( 
3, 3-So<^;P-2-^y^>#y-f;l/) ^Iffe: Fo-2-tfU^M 
#4^^-F- ; 

(1R)-1, 3-^*7x^D^V (2S) -1- (3, 3 2 

-^y^y^y-OP) Fn - 2 - 1° u ^y*;^^!^- F ; 

(1R) - 1 -^^n^5/;V-3-yx-;|/7°Dti 0 ;^ (2 S) -1- (3, 3 
-^f ;V-2-t+y^>^7'f';W FD-2-tfy^M*-> 
t—F- ; 

(IS) -1, 3->*7i-;^nW (2 S) - 1 - (3. 3-^^-2 
(I S) - 1 -^^a-x^^-3-yoi^;l/yaif;l' (2 S) - 1 - (3, 3 



(5) 



^200 2-5 22 4 8 5 



2 ^+J-t Fa- 2 Vyjsfctti/ 

Is- h ; 

(22aS) -15, 1 [2, 1-c] [1, 9 



(2 4 a S)- 17, 1 7-^f;W^bKnt!'JK [2, 1-c] [1, 9 
, 4] ^^-t+fS/^n^-nt/V- 1 , 14, 18, l9-fh7*>; 
[ft 3 3 



(3R, 4R, 2 3 a S) -8-r'J;I/-4, [2- (3 

-tf'JS?;l/) -1, 3, 4, 5, 6, 7, 8, 1 1 , 1 2, 1 5, 1 6 

, 1 7, 1 8, 20, 2 1, 2 2, 2 3, 2 3 a-^*f*tFn-l 4H- 
tfUF [2, 1-c] [1, 10, 4] ^^WS^o-r 1 , 7, 1 
4, 17, 1 8 — <s>z*> ; 

(3R, 4R, 2 4 a S) -8-TU/1/-4, 10-^f;l/-3- [2- (3 
-lfJS?;Wlf;V]-l, 3, 4, 5, 6, 7, 8, 1 1 , 1 2, 1 4, 1 5 
, 1 6, 17, 18, 19, 2 1, 2 2, 23, 24, 2 4 a -< f 31ft. Kn t? 

•J K [2, 1-c] [1, 11, 4] yWf-^n^i/y-l, 7, 1 

4, 18, l 9-^>&*> ; 

(3R, 4R, 2 5 a S) —8—7VA/—4, 10-^f;V-3- [2- (3 
-If U>W X^;l/J - 1 , 3, 4, 5, 6, 7, 8, 1 1 , 1 2, 1 5, 1 6 
, 1 7, 1 8, 1 9, 2 0, 2 2, 2 3, 2 4. 2 5, 2 5 a — f3ttKn- 



4] 




xS'V— 1, 12, 16, 1 7-f h7^>; 




(6) *t*2 0 0 2-5 2 2 4 8 5 

1 4H-tf>; F [2, l-c] [1, 12, 4] ^Wfy^nF3^>-l 
, 7, 14, 19, 2 0 — ; 
lit 4] 




Kb 5 3 




[ft 6] 
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MeO OMe 



(1R) -1- (3-<yW7x-;P) -3-7x^PW (1R) - 
2- (3, 3-i/7^i/- ist?W\3r-yy- 1 

(1R) -1- [3- (^TU^^W^-OP) :7x~;l/| -3-7i-;P7o 
tf ; 

(1R) -2- (3, 3-S^^/V-2-;3-^V^>#y-Y;V) f#W\$-Vy 

- l b ; 

lit 71 
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(2-^y-3-7x^a;V^f;V) -2-tf^y ^y*;!^ 

^y^-h ; 

x^yp 1 - tf/l/^V;^- 2 - tf^U ^yyj/V^y I'— h ; 

x?-;M- (2-**y;/£y^/l/) -2-e^«;^>*;V^S/^—b ; 

x^yn - (3-^f;i/-2-t^y^/^;i/) -2-tf^y> ? yyj;i/^^ 
x?yi/i- (4-^^-2-^^y^>5?y^;V) -2-t?^U> f >'^;v^ 

X^;M- (3, 3-^f;V-2-t+V^/^) - 2 - t?^y ^y^/l/ 

x^yw- (3, 3->>^^;v-2-^y^>^y-r;v) -2-t?^y^y# 

4- [2- (X^;V^-^^*;V^-;l/) fc^USV] -2, 2-^^/1/- 3, 
4 - v^y y^bT-tr^- h ; 

x^M- [2- (2 - 1 Kn^^f h7k Hp - 2 H - 2 - lf7-;l/) -2- 
**V7tf;W -2-tf^U^yy7;^^>-lx-h ; 

x^;M- [2- (2-* h^F^xh^t:Fn-2H-2-e^X7l') -2-;t 

*v/"fef/W - 2 - ty^y y>yj;i<^y h ; 

x?-;M- [2- (l-tFn^^o^^V) -2-t*y7-fef;W - 
2-tr^y y>yj;i/^yu-}- ; 

xgyt/i- [2- (l-/h^n^>;W ~2-^V7-fef;V] -2 

-t^y> ? yyj;V J }^r->ix-b ; 

x^/H- (2-^y-2-^'je/77W) -2-^'J^;l/^ 
y^-b ; 

X^;H - [2- (3, 4-S?fc Fn-2H-6-tf^x;V) -2-^77* 

- 2 - tf ^ y y* > y? y y — b ; 
x^;n - (2-t*y-2-7x^i/7W) - 2 - ty^y ^vyj^4^s>- 
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x^/i/ 1 - (4-><^;i/-2-^y- 1 -^^y^>^;0 — 

3-7i-^7°DH 0 ;H - (2-tFD^>-3, 3 -v^tS^^/^ ;W 

(1R) - 1 -7x^-3- (3, 4, 5-b'J^F^>7x^;I/) 7°nt7t, 
l- (3, 3-s^*^;l/7#y'f;i/) -2-t°^D v^^^t'-h ; 
( 1 R) — 1 , 3-^7 x~;l/7n 1 - ('-O^/l/X/l/*— ;V) - 2 - fcf^ 

y ^a/Vamps' i<— h ; 

3- (3, 4, 5-f'J^f^>7x-;W 7°t=r fc!;l/ 1 - (^>v>>X;I/^^7l/ 

) - 2 - U ^#;K-}^> h ; 

1- (2- [ (2R, 3R, 6S)-6-[(2S, 3E, 5E, 7E, 9S, 

1 1R) - 2, 1 3~>^ h4^>- 3, 9, 1 l-h'^f^-l 2-t+V- 
3, 5, 7-h'Jf*h'Jx-;U -2-tFn^>-3-^fh7t:FD 
-2 H- 2-^-/1/] -2-^yr-trf;W -2-£^y >>>#;l^>^ ; 

— (2— [ (2R, 3R. 6S)-6-[(2S, 3E, 5E, 7E, 
9S, 1 1R) -2, 13-^F^>-3, 9, 1 l-h'J^^-l 
3PV-3, 5, 7-hUfAh'Jxz;l/] -2-t: Kn+i/-3-^f /l^r h7 
tl FP-2H~2-^7^l'] -2-^V7-bf;V) - 2 - tf^U z?>ijAs& 

4^>i^-b ; 

-rV7°a^7V 1 - (2- [ (2 R, 3 R, 6S)-6-[(2S, 3 E, 5E, 
7E, 9S, llR)-2, 1 3-^F^>-3, 9, 1 l-FU^f^-l 

2- ^V-3, 5, 7 - h U Y V X - )V\ -2-tFD + i/-3-^f;l/ 
fF7tFn-2H-2-if7-/H -2-W7-bf;W -2-k°-<U^> 

^VvvM - (2-[(2R, 3R, 6S)-6-[(2S, 3E, 5 E, 7E 
, 9S, 11R) -2, 1 3-^F^>-3, 9, 1 l-F'J^f;Kl 2- 
*-*V-3. 5, T-h'Jf^F'Jx-^] -2-t FD^>-3-^f^fF 
7tFD-2H-2-t!7x;P] -2-t+V7-bf;l/) - 2 - If^U v^T^P 



(10) 1#g2 0 0 2-5 2 2 4 8 5 

l-7x-;Vxf;H- (2- [ (2R, 3R, 6 S) -6- [ (2S, 3E, 
5E, 7E, 9S, 1 1R) -2, l3-^h^>-3, 9, 1 
^-12-^V-3, 5, 7-hUf*f'Jxr.;V) -2-tFn^>-3- 
^;Pth7t Fn-2 H-2-tf^— ;KI -2-^V7-b^W -2-tf^ 
y^>#/l^^->U-f ; 

(Z) -3-7x-^-2-^-;H- (2- E (2R, 3R, 6S) -6 
- [ (2 S. 3 E, 5E, 7E, 9S, 1 1 R) —2, 1 h^~>-3, 
9, 1 l-h';^f;V-12-^V-3, 5, 7-h'JTAhUX-;W -2 
-t: Ka-2H-2-e7-;V] -2-t*V7 

•fe^;P) - 2 - tf >?>#/l/sj^>L"- h ; 

3- (3, 4-^h^>7x-;W 7oe;H- (2- [ (2R, 3R, 6S 
) -6- [ (2 S, 3E, 5E, 7E, 9 S, 11 R) -2, 1 3-S>* h^> 
-3, 9, 1 l-h'J^^-12-^V-3, 5, 
] -2-tFo^i/-3-^f;Vrh7kFn-2H-2-lf7-;l/] -2-^ 
+V7-b - 2 - tf ^ y *J y * /I^K^ h ; 

N 2 — i - (2- [ (2 R, 3 R, 6S)-6-[(2S, 3E, 5 
E, 7E, 9S, 1 1R) -2, 13-^h^>-3, 9, 1 
-12-^V-3, 5, 7-h»Jf*bUx-;V3 -2-HKD^-3-^ 
W b7tKn-2H-2-lf7-;l/] -2-^yr"bf-;W - 2 — fcT^y 

N2- (3-7xn;l/yntf;V) - 1 - (2- [ (2R, 3R, 6 S) -6- [ 
(2S, 3E, 5E, 7E, 9S, 1 1 R) -2, 13-y7h+y-3, 9, 

l i-h'J^f;l/-l2-^y-3, 5, T-hVmhVziZLM -2-fc 

Fn^-3-^f;l/rh7t: Fn- 2H-2-t°7-;P] - 2 -^VT-lrf 

;t/) - 2 - e ^ y s^fc/MM^ I--- h ; 
Kb 8] 



(11) 



2002-522485 




R«^^7l/» (Me) ; Sfc&^Vv^VS (Bn) ; ] 

lit 91 




(12) 



f$l*2 0 0 2-5 2 2 4 8 5 



[{til] 




[5£^K n = 2 , 
R, = 
[ffcl 2] 




"CH 3 



Wfci 3] 



(13) 



#^2 00 2-522485 



O 




Rz = P h e - o -^H7f;H ; ] 
Ktl 4] 




R,=m-OCH 3 Ph, Rj=Val-o-^H^H; 

R.=m-OCH 3 Ph. R 3 = Leu-o-^£7f;H; 

R. =m-OCH 3 P h, R 3 -I 1 eu-o-^f/H; 

R. =m-OCH 3 P h s R 3 =^\Wt: Kd-p h e- o -SgHy^/V; 

Ri =m-0 C H 3 Ph. R 3 = 7 U ;l/77^->- o -^£^^8 ; 

R,=B— j-yi-Jim, R 3 = Val-o-^£^l/I;] 

[fti 5] 



(14) 



2002-522485 




R. =CH 2 (CO) -m-OCHs Ph. R, = CH 2 Ph, R 5 = OCH 3 ; £fc 

R.=CHz (CO) -B-^^^;VS. R<=CH2ph. R s =OCH, ;] 
Utl 6} 




CSC*. 

R.=m-OCH 3 Ph. X= h7>X-CH = CH, R.=H, Y = OC (o) 
P h ; 

R.-OCPhPh. X=h7>X-CH=CH, R<=H. Y = OC (o) C F 3 

Ri =m — OCHs Ph x X-f7>X-CH = CHK R<=-. Y = - : 
R.^m-OCHsPh, X=h7>7-CH=CH, R<=H. Y=OCH ? CH 
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R,=m-OCH,Ph. X = C = (X R<=H, Y=Ph ;] 
Utl 7] 




Utl 8] 




Ri=H. Rz-OMe, ^ IT Rs = C H 2 OM e ; 



(16) *#*2 0 0 2-5 2 2 4 8 5 

R,=H, R,=H. fLTRs =H ; 
Ri — M e s R 2 =H. f lTR.i=H;] 

(E) -3- (3, 4-^DP7i-;V) -2-/d^;H- (3, 

^^;W-2-^-^y^>^y-T7V) -2-t!^u> ? >^;i/^>'ix— h ; 

(E) -3- (3, 4, 5-h'J^h^>7x-;V) -2-7n^~7H- (3 
, 3-^^;V-2-*^V^>£/-i'/K) -2-tr^»J> ? ^*;l/^v'U— h 

(E) -3-7x-/P-2-7n^/H- (3, 3 - i?*&A/- 2 -ttV* 
y#y^7l/) -2-e^U> ? ^*;l/^e/b-h ; 

(E) -3- ( (3- (2, -y^~7l/:/at?7l/) y:t-7P) 

-2-7°d^-;H- (3, 3-^^-;l/-2-^-^y-<>^y-Y;W -2-tf 

4- (4-^h^>7x^;l/) (2-^-^V-2-yx^i;PT-tr^-;V 
) - 2 - 1/- h ; 

3-7 3L-)\s-?n¥;ll - (2-^V-2-7i-;V7^) - 

3- (3-tfU^V) ~fu\^)\y\~ (2-**V-2-7 ■3L-A/Ttt)V> -2 

3- y°nt?7H- (3, 3-^*^71/- 2 -aMrV^y*/^ 
;V) -2-if^u> ? >*7V^->^-b ; 

4- yjr-;v-i- (3— "7x— ;vyctf;W y>7Vi- (3, 3-^^/1/- 

2- ^y^y^y-fyy) -2-\£^Vz/>%>m*->is— h ; 

4- (4-^f+i/7ir;l/) 7^71/1 - (3, 3 2 -^^V^> 

£ y 7i/> - 2 - tf ^ y ^y *7i/^^ b ; 

1- (4-* h+->7x^f;l/) -4-7i^7*f;H - (3, 3-^*^71/ 

-2-^y^y^y-Y7V) -2-e^y -yy^i/^^yi^- h ; 

3- (2, 5-i>^ Y3ri/7x-)V) (3, 3-^^;V-2-* 

3- (1, 3— ws?^yy-5- Y7b) ynif7t/i - o, 3-yy^ 
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-2-#*v^>#y-r;i/) -z-^v^y^)^^>u-h ; 

1 -7iW-3-7i-;^o^1 - (3, 3-^^-71/- 2 -*4=-V^ 
>#/^7V) -2-t?^U> ? >*7V^v'L— -h ; 

4- (4-^^>7i-;W ^;H- (2->'^a^>;l/-2-t+y7 

-b^7P) - 2 - e^y ^>*7i/^-> u— b ; 

3-->^a^5/7Vyatf7H - ( 2 - 5/^ n^*S/;l/- 2 - **V 7-bf;W 

3-7x^1/70^1 - (2—>^P^v'7l— 2-Jt^yT-fe^7V) -2- 
^ys^^l/^^U-h ; 

3-^a^*^/K/atr7l/l - (3, 3-^^^7l/-2-^yy^7-T7l/) 

-2-e^u^>*7i/4?^>-i— h ; 

3- ^Jcn;Vyolf;Vl - (3, 3-^f;l/-2-^V^/^;l/) -2- 

4- (4-^h^>7xr;l/) y^7H- (3, 3 -^^7l/- 2 -tf-^V 7* 
4-7i-;l/- 1 - (3-yx-;P7°ae;P) (3, 3— 5>*^;1/- 

2-^-4ryy^y-r7i/) -2-t^y -j>^;^^u~h, mdic 
(i i) mmmzim»snm3r^vT 

m&m 12] MIBtf ^3 y >tti§8ft:H\ FKBPi^fA/7^U> 

[ffltsfc'll 3] MI2F K B PS-f A77-f y >fi F K B P— 1 2T^§ 
, 2fB^om^«#lo 

ratals i 4] But3tf^ny y^##;^^WJ'i4^7c«i^^»j 



#^20 0 2-5 2 2 4 8 5 



m&mi 5] ttm®MM£M, ummm, mmmm, wm<om&. m 
m<omm. %£m<D$m, nmomm, &^m. mm&mmvmm, mmomm, 

m&m i 6 ] huI2^^3i v >mmmmzw ay-124, 6 6 6 t& 
m^m 1 7 ] Mtat^n u >mmmmz^'^-( zsye$>^ mam 
imim 1 8 ] Mietf y z/wmwm* r a P - p a 

1 1 !E*EcD[£li£ffij»o 

[sif^ 1 9 ] buIS t°-?r3 y S L B - 5 0 6 T$>£, fit3< 

Utl 9] 



4- (4-^h^>7i-;W (2S) -1- [2- (3, 4, 5-hU 

^Y3-isy^~ )V) T-fe^l/] Fa - 2 - e 'J i/*>ij;V^~>U- h ; 




(19) ^2 0 0 2-5 2 2 4 8 5 

4- (4-^^>7x-;V) y^)V (2S) -1- [2- (3, 4, 5 - h U 

b ; 

4- (4-^K*v'7i-;P) (2S) -1- [2- (3, 4, 5-hU 

h ; 

4- (4-^ V*ls~73L~}V) (2S) -1- [2-^-^V- 2- (3, 

4, 5-M)^b^>7xn;l/) T-fe^Vl/] Ho- 2-t?U 

Cft2 0] 




MeO OMe 



3-is?W\3r*/j]/7tt\Zfr (2S) -1- (3, 3-> f ^7 L ;V~2-^-^V^ 

3-7xn;V^alf^ (2 S) -1- (3, 3 2 
-Ol/) Fa - 2 - if 'J ^>ijM+">l/- h ; 

3- (3, 4, F^^7xr;V) (2 S) - 1 - (3, 3- 

5^^ 2 - ^ V ^ > 9 y <4 JV> H F a - 2 - If U i>' > Jo frtf^is U 

~h ; 

(1R) -2, 2 - ^f ;V- 1 -7 x^.f ;V- 3 - 7r^P (2 s) -l - ( 



(20) 1#^2 0 0 2-5 2 2 4 8 5 

^v-L— F ; 

(1R)-1, 3-^7x^^0 01/ (2 S) - 1 - (3, 3-v^?-;l/-2 
(1 R) - 1 (2 S) - 1 - (3, 3 

F ; 

(1 S) -1, 3-^7i-;^D^ (2S) -1- (3, 3-5>^?-;l/-2 

(1 S) - 1 ->^o^J/;l/-3-7xz;V7 , D^ (2 S) -1- (3, 3 
-v ? ^^;b-2-^-^V-^>^y-f > ;l/) ^-tf-fc: Fa- 2 - tf U s^j&jI/sK+S/ 
WF ; 

(22aS) -15, 1 5-5?^^;W<— fc Fntf U F [2, 1-c] [1. 9 

, 4] ^^U-if^^ny^-^v-i, 12, 16, i7-fh7t>; 

(2 4 aS) -17, 1 fc: FntfU F [2, 1-c] [1, 9 

, 4] VttW^Zu-^—US/Z/- 1 , 14, 18, 1 9-f h7t>; 

Wb2 i] 




(3R, 4R, 2 3 a S) -8-TU;V-4, 10-^f;V-3- [2- (3 
-ey-») xf;P] -l, 3, 4, 5, 6, 7, 8, 1 1 , 1 2, 1 5, 1 6 
, 1 7, 1 8, 2 0, 2 1, 2 2, 2 3, 2 3 a-^?fAkHD- 14 H- 
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tfUF[2, l-c] [1, 10, 4] ^Wf^^n5/>-l, 7, 1 
4, 17, 1 8— -O^^ ; 

(3R, 4R, 2 4 a S) -8~TV)\s-4, 10-^f7l/-3- [2- (3 
-IfU^P) X^;W - 1 , 3, 4, 5, 6, 7, 8, 1 1, 12, 14, 1 5 
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3- (3, 4 , 5 - h y ^ h^^7i-;W yn l - (>*y-y/i,x;l/*— ;V 
) - 2 - tf ^ y s?y #;l/4^y h- ; 

1 - (2- [ (2R, 3 R, 6 S) -6- [ (2 S, 3 E, 5 E, 7E, 9S, 
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^<D^H#S£fg5, 6 3 2, 9 8 4^it. tBlfil^MC. ^LT»rJfoWJ&»£«WJE 
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103 l-yai^^-/V--3-yai^uy 9 crf7H-(3 t 3— 2-* 
*y^y'$/J;V)-2-\?^9i/l/%;V&*c%sU~-Y 

104 4- U-^H^yy^—zHy'^vVl- (2— S^jno^lr^A'— 2-^-=¥ 

105 3— -y^u^^r^/i^y'ntv^i— (2— ^p^^y/v-— 2— ^-=¥yT 



[0 10 0} 
[t4 0] 



(89) 



f#S 2002-522485 



106 3— y^=^K/»fcVl'l — (2— ->^n^^>/V-2-;^yr-k5vv) 

107 3— V^n^^/K7 p ukVi-'l-(3, 3— 
171") -2-t^y^^^^rv'l/— h 

108 3-^~/K/nbr/Vl-(3, 3-^^-2-^y^^/^V) - 

109 4-(4-^^>^^/P)y^/H-(3, 3-^^/1 — 2-sh^y 

110 4-7^/1— 1- {3— 7^/Vzfv\?;l')7^sl'l-(3, 3-i^pt^ 
/I — 2 —?lr*y7#MA') - 2 - fcV^U vVtf/l^dr l^U— V 

[0101] 

. &$i(Dm~ofr<Dm^ ^igt to&o ^ -b ^ £ fc *y ^ ^ i^i^^it % 
ctKx*), ^ fc «^ i ~ x x v ti^ fba^^j-f zztizxin^ft 
t#^o si~xxv T^^n^ft^^. ra* <D&w^&ik&mc±Lfam'm&<o 

[0 10 2] 

F K B P 1 2 k-O^TOfffilfe 

^^i^iD'EiiMiicfe^tfffl^nsib^iii, f k 5 o 

^y^^. tCFKBP 1 2^0V^TCD»14^W^r§ 0 FKBPO^O'JM 
[0 1 0 3) 



(90) ft$2 0 0 2-5 2 2 4 8 5 

'JMV^-^ (D#V~t?) ?gft©&§«&. #jtK 0^—7* Nature 
, 1989, 341 : 758-760 ; 4vt/ J. Am. Chem. Soc, 115:9923-9938) IC&V^ 

o 

tf^If, N— X^^>— ;P-A 1 a-A 1 a — Pro — Ph e — p — ~ hn 

^X^-y^a'V.y h^K. *»7fWf7r (25mM HEPES 
. pH7. 8. lOOmM NaCl) 9 50ml, FKBP (lOraM Tr 
is -CI pH7. 5*PT*2. 5mM, lOOmM NaCl, ImMm 
XWF-;W lOmK ^th'J^y (ImM HC l^fSOmg/ral 
) 2 5ml ^W/1/X;V*^>- F*0«4f *i«iftT?©3aWt:^te 10ml 

»fin-r^.o KJSfciu £9t (X^>~/t/- Ala-Phe-Pro-Phe 
7-^hD7-'JH\ HJ :77b;*ox#/ — ;l/tf<D2. 3 5mM L i C 1 ff 7? 
5 nig /ml) 5 m 1 ©8&tafc:«k OBM&SftSo 
BtraiC^fT^ 3 9 0 n mT©M^ #ftftg»f%teffi LT 9 0®>m®MZ 

[0 10 4] 

[3E4 1] 



(91) 



#112 00 2-5 2 2 4 8 5 



^XXVII 
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170 
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13 
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15 
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12 


36 


>10, 000 


41 


1300 


50 


>10, 000 


89 


1800 


90 


28 


91 


39 


92 


75 
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70 
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165 


95 


740 
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725 
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130 
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30 
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60 
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15 
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12 


102 


120 
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20 
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103 
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760 


106 


210 



[0 10 5] 

m4 23 



<t&W K,(mM) 

107 32 

108 2 

109 24 

110 5 



(92) *tS2 0 0 2-5 2 2 4 8 5 

[0 106] 
[0 10 7] 

^MIMSHfr^^ 0. Img^LS^lO, OOOmg <D W^&#7}< 
Pte. ±IBm^^^*3V>T^fffl-e^0. ^fLVvKfit &J0. lmg^ 
L^J 1 0, 0 0 Omgm (/^-rn^tD#^tDS#^OV^TfD#mJS#7j<2p 

[0 10 8] 
[0 10 9] 

3-7i-yV- 1 -~7u¥fr (2 S) - 1 - (3, 3-^^;V-i, 2-:^ 
(2 S) -1- (1, 2-->^^V-2-^ Y^y^)V) -2-fcfqQ 



(93) ^2002-5 22 4 8 5 

(eft^jb^^l^V^OL-^nyv^^l/i^x^fcFo^D^K (3. 0 
8g. 18. 60mmo !) (D^Ott^U ^Ith'Jlf^TSy ( 
3. 9 2g, 3 8. 7 4mmoK 2. 1 ^fi) TMSLfCo ffMbfcX^ U - 
^S^HHmTl?l 5#H8l#L;te&. mt^V^ (45ml) ^O^/t^ 
^•9-U;V^a^-T K (3. 2 0g. 2 6. 1 2mm o 1) ©^fciSfFSebBUfc 
o £CfdI-&#j£0 o ClM . 5BOTtf$bfc 0 it«LTHJ&#*lifc*Lfc», W 

5 0 %»«?x^;VT?gttJ-rs^U *^*7At*lSbT, m&*WXftc 
mfflltLX£.&m3. 52g (8 8%) >H#/c„ ^-h7>X75WI 
tti*<D?g^T*$.0. i^b^>XHJ^14f*^>Pfr^T"-^^#^§o ' H-N 
MR (CDC la) :dl. 93 (dm. 2 H) \ 2. 17 (m. 2H) ; 3. 
62 (m. 2H) ;3. 71 (s. 3H) 13. 79. 3. 84 (s. 3HM 
) ; 4. 86 (dd, 1H, J = 8. 4. 3. 3) 0 

[0 1 1 0] 

(2 S) -1- (1. 2-^^V-3, 3^2*±2k5>±M -2- 

■^b^tl FD77> (THF) 3 0ml^©^f;V (2 S) -1- (1, 2- 
^^V-2-^ h^zn^l/) -2-tfUU *Jyj3)\s&**s\s— h (2. 3 5 
g. 10. 90mmol) OiI^-7 8tWU ^LTTHF^l, 1 

Lfco s e cx3mmmnvtcm, mu^^mmmtr 

zy^-^L. (l oomi) ltS»xf;^l:itlilfeo Wfflffl** 

t^^LTW^-h2. lOg (7 5%) m%Tc Q ' H-NMR (CDC la 
) : dO. 88 ( t . 3H) ; 1 . 22. 1. 26 ( s . 3 H) ; 1 . 7 5 
(dm. 2 H) ; 1 . 8 7 — 2. 10 (m. 3 H) 12. 23 (m. 1 H) ; 3 
. 54 (m. 2H) ; 3. 76 (s. 3 H) ;4. 52 (dm. 1 H. J=8. 



(94) ft$ 2002-522485 

4, 3. 4) 0 

[0 111] 

(2S) -1- (1, 2-V**V-3. 3^j^±2k^>±M -2-tfPl? 

(2S) -l - (l, 2-^^y-3, 3-^^5 L ;i/^>^;t') -2 

-t°ni>i>>^7;P^->U— h (2. lOg. 8. 23mmol) , IN- Li 
OH (1 5ml) $S£Z$*Zy-7U (5 0ml) (Dm&fo&. 0°Ct3 0« 

zzmmv-mmisito mmms^i n-hcit-phi immtu 
?u»fi/>i o om i ^tcttmurco mwmwm^^^-yvm, 

. 7 3 g (8 7%) ^t#fc 0 ' H-NMR (C D C 1 3 ) : d 0. 8 7 ( t 
. 3H) ; 1 . 22. 1. 25 (s % M3H) ; 1 . 7 7 (dm. 2 H) \ 2 
. 0 2 (m. 2 H) ; 2 . 17 (m. 1 H) \ 2. 2 5 (rru 1 H) 13. 53 
(dd, 2H. J = 10. 4, 7. 3) 14. 55 (dd. 1 H. J=8. 6, 
4. 1) 0 

[0 112] 

3-7i^l/- 1 -^Plf;I/ (2S) -1- (3, 3-^^^/V-l, 2-V* 

±v^S>±M -2-ep'j^i?M^>i/-b (1) 

mt^^-lsls (2 0ml) *p<D (2S) ~1- (1, 2-^4rV-3. 3- 
•>7f-;Hyf;l/) -2-^nyj/>^yi (6 0 0rag, 2. 49mmo 
1 ) s 3-7i-;l/- 1 -yn/^y— ;l/ (5 0 8mg. 3. 7 3mmo 1 ) „ i? 
Z/ 9 W\$-i/n>fj ^. F (8 2 2mg. 3. 9 8mmol) s A>777, 
(1 9 0mg. 0. 8mmo 1) Xs3LTS4-5?*?-)\'7^S\ZWy ( 
1 OOmg. 0. 8mm o 1 ) <DU&®*. ii#BIT-p-Bfi!j|»tfco MS 

T. m&Mffl%£LT$mMl <D7 2 Omg (8 0%) ##fc 0 ' H-NMR ( 
CDC 1 3 ) : dO. 84 (u 3H) ; 1. 19 (s. 3H) ; 1. 23 (s 
. 2 3) ; 1 . 7 0 (dm. 2 H) ; 1 . 9 8 (m. 5 H) ; 2. 2 2 (m. 1 



(95) #^2002-522485 
H) ; 2. 6 4 (m. 2H) ; 3. 4 7 (nu 2 H) ;4. 14 (m. 2H) ; 
4. 5 1 (cL 1 H) ; 7. 1 6 (nu 3 H) I 7. 2 6 (m. 2H) 
[0 1 1 3] 

hi. g p i i o 4 6«. mm&fa&<Dm&cftLxmm#>?v*>mm* 

ti^ (hi a) o mft&t> ii W}m<Dtfa.fc%m%- mn<o^mw&mwt& 
rzMm<D&mzmitt%%:ffi'j>K3:-DTmM-$nrc (@ib) 0 mu^tinmm 

(DimmmcOGP 1 1 0 4 6©S4 (1 Omg/k g. J&T&*D . 3o£X?M< 
[0 114] 

i2. g p i i o 4 6(i, Mm&fa&vmmfflmis&if^v y<vm&£^ 
i^— <r>mm&&L<om&fr%<nffi&WDm&iz, gpi 104 etfmtfm^&fr 
m<Dmmm<D v^^yy^-yk^t, mn^ v hvmvmtcftifz^v ym 

ic£t)wmmibti% 0 gpi 104 6t-©Mtt, m&?%j<&ft<Dnnmm 

[0 115] 

03. gpi io4 6tt, mnmMmm<DMmisy?v*yMj®mcttVTrp 



(96) ^S2 0 0 2-5 2 2 4 8 5 

H3 A) 0 14 BIS!<DG P I 1 0 4 6T©», RI0r&9 0 B££#Lfc»£ 
„ LfrU tm®Bm<0 2 8 HPI©G P I 1 0 4 6T'OMtt, «O^^V^> 

^ y * >*M&s$fea<o i2. 6 % cd § tfir at c r c cm k 

i3B) o 

[0 116] 

B4. g p i i o 4 6^«m^«. Mmmvmnmmmmn&MmKmm&m- 

mmm vm&& *> (om.nm<Dmmm^ my & mwumm&mommz, g p 
i i o 4 Gfemic&vmzn&zzizmm&umzmjnvrc* «&t9ob«. s 

P I 1 0 4 6*?0%£U:. «#^«&^<D/J^V^^#^5. 3%CD«M^C?c 
(B4D, SA) 0 LfrU 2 8 BPJOG P I 1 0 4 6©f^U!3-£»*??<C>ife£fc3: 

„ m&^rcmmtf>7v*>mm<D*&ft isi. 4%) ico<^T«*MStt3g<o 

£»££Cfc (04 C. gA) o 
[0 117] 

05. g p 1 1 0 4 6 maw*, # y ^ y * >mm*ft £ y> ^mnmmmK £ d 

tt&mm$mtD& k> M^mm(ommmMmic^n^ m 5 a & b „ ±w^>i< 
) o gp 1 1 0 4 6W2 8B«i, zLTm^mm&xm^ 



(97) 1fS2 0 0 2-5 2 2 4 8 5 

) o 

[0 118] 

06. m,wmmmm<D2 8 bbs^c pi 104 6^mit, mm^icmiz^ 
mm<vM C£*)$%<mm~znrc -mm' ) ttwmrz me a, £_t) <> «?9 

OBffc, =xy>cOJ^;fgH^«AW^J^cOiI^^^:^V^T^^n. Mitt 
©»&*5J;t5^t&T:*:£ < x»; >m<Dmmc <£ D#^tttf £4a& 

e b. 0 mnmmmm<omm<D 1 4 bwog p 1 1 0 4 6t*<Dt&mi&. ^ 
mtmv^i. 6%<Dfemmm&& J 5-%.rc (*a) „ #t$«i$Tt£<o«*zr 

£0 2 8BP^%iiLfcGP 1 1 0 4 6t&JS81l1H<D^tt. m#*l£>5fi&»»i:*5tt 
[0 119] 

®7. fkbp-i 2ptmmitmz, awiawtjRoiHfcttiBL^xyv* 
[0120] 

0 8 . £l#igDB0r& 2 8 BP^O G P I 1046 teHWi. iSfitWfSSJCfettS 
3G#) <D^ft. ^n^05xy>|g<D^*#<o «r9 0Bt£ (08 B) 

mmim. mvR-zftrcMtiLm^<Dmmm<D3 1%, ^a^^xuvc^i^i 

/20I^BMT5 («A) o «r&<DS«J<D 1 4PBOGP 1 1 0 4 6T?<D 



(98) ^2 0 0 2-5 2 2 4 8 5 

m$m^%.%.m?vtctftiEh, ^^uy<Dmm^m^mm\,rc case, m. 
a) o mm<oz 8 am^mi-rcG p 1104 efemiz, ^v>mm<o$i^$- 

[0 12 1] 

S9. x h h y> >m5mmm<Dmm s mmm^tbrc gpi 1 0 4 6 
^x^xpmm (inl) %>£zj?js^?v*>mMm (gcd 

JS (ONL t I NL^©P^£DBg«/^^) OM^Lfc^^. 43<ttfINL, OPL 
. ONLlo&Zfyt^fam (PR. ONL (D±<D$i J &(D^BMffi%:W&) fc33lfZ> 

Tco GPI l 04 6Mtt, PR. ONL, O P L *5 J; CP I N L fC^tt^jfoSfr 
£**4><**;fc (BP^. iftlSfDliJi^B&LfCo ) o GP I 1 0 4 6&ONL&C 

[0 12 2] 



(99) #112 0 0 2-5 2 24 8 5 

U # > K©a&»£, 1 4H43<fctf2 80^a-n^/7^'J>FKBPUf 

iCOV^TO-a-D-Y L*J~7 <i y >F K B P U FTcD^^&Mtiffil8LfCo 
[0 12 3] 

^L/i^Xy^^oL-^U-f (Sprague Dawley) (3^^ 2 2 

5 — 2 5 0^7i.) ^ (8 7mg/k g) $o£.X$%-l/*7*Jy (13m 

g/k g) oym^T*mmhrc 0 mm^^fv l g n d (4 . 5 = 

y^-h;WM£/3. 3. S^y^-Wl^ffilk 4. 6^y^-h;P^T) <Dffi 

mx\ m^tmnwM^-^-, cfg. seh^stk^. 5%mm 

mmmm^, -siD6E©7>yh («i 2*1) ^e»^^^^^ic7> 

ttfco -o©^ti, -a-n^7 7^"J>FKBP'jryF (P E GMMftW 

•v 1 k g mtc k> 1 g^fc 0 1 0 5 y ( 2 0 tf i^>^y n 

— /k 2 0 %x^y-7l/$5^tf 6 0 %%MM.WjK) ) l 4 SP^t/co nog 
<DM&, mm(D--L-U^L>jy^VyF K B P y # > 2 8BWfe 

o #*©i&#L;fclgfci. K^JO^T^©#^a^^§ 1 4 £^2 8B^tS 

^mmz, nwmwmfe 9 0 b ksssbjes ^ y > <fc 0 si ift l 

*§-£\ £fc«F G^;WlHM±tC#?£L%Wi£-&. W^?>^tfc: 0 
[0 12 4] 

5tLT3~4 = y fr^tffco FG^^;PLfc7^ (>1 8fim) . 



(100) 1#*2 0 02-5 224 8 5 

(1 2-1 6 fim) % *5<£t»h «10/tm) <Dl3>"!fV £t?5 * 
D^'JT^ -O(D^S0SO(D4 0 0 jtmX 4 0 0 /i mC^Bkl&^T. — 

[0 12 5] 

^TKtc^WLfco S-3C>W^©jaiaifrfii%^n^^L. *y * (chuck) icftS 

o3^o-o^ot*5v^co mm<D&j5i~2mm<Dmn%'%&mm%:. rt 

<D^5gM3DH^>cD2 0 0 fimX200 /* m©f§HTff-^Lfc 0 WigOSSB&i^ 

p u # > wo 1 4 0rao^«t±. nntrnm 2 8 a^taM* n&iiiitf^ 

m^Mt^-=L-u^L,y 74 ijvFKBP'J^y Ft?© 1 4 HF^o^%^^ 

siiso&j;^ 1 2%*w^ti?c 0 isf«coit^ (~5o%) <o*i#;M^mjg 



(101) #312002-5 2 2 4 8 5 

FT©?&*0»!ia*f*»f«2 8H^T3£S*rSCfctt. 

[0 12 6] 

>Bmo^T<DmmzntcG pi 104 e^m^m 
m4 3] 



(102) 
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^M&P<0. 0 0 1 

400^mx40 OjtmOjBB^'J v F1R«K:43^S7;P*n-^aHiLfe« 



(103) ¥3^2 00 2-5 2 2 4 8 5 

m^y?v*>mm (rgo ©?m+sem 

2 p>L>€>$>& 2 0 0/tmX200 n m(DW$.iZ$5tf %> R T 9 7— ol— n^-Y^p* 

>hfote-?mmvrc%mm (on) «i©¥W+sEM 

*200/xmX200^ ra©tlT1i:if7 y hWW& 1 2 0 0 0 0 R G Ctt^ 

4 mmm& ton mm% zctK&vnmvit 

[0 12 7] 



[S4 4] 



400-i 



^ 300- 
1 

f 200- 

•k 

n 100- 

m 









jg^ ONT/ ONT/14 0 
Jtlt^J GPI 1046 



GPI 1046 



[0 12 8] 



mnmmffitexxs 1 4 &tcit 2 8 hog p i 1 0 4 6^*9 0 b&<o* 

K4 5] 



(104) 



W&Z 00 2-52 2485 
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|g m net 

looo 
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(105) 



#$2002-522485 



8 3 

€ 1 

f a 



s I 

1—1 • 
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en tn 
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n|0 



[0 13 0] 



(106) 0 0 2-5 2 2 4 8 5 

[0 13 1] 

SIMM 4 

[0 13 2] 
[0 1 33] 

[0 13 4] 

mm 7 

[0 13 5] 



(107) 0 0 2-5 2 2 4 8 5 

[0 13 6] 

[0 13 7] 

1 0 

[0 13 8] 

mmmi 1 

[0 13 9] 

ill 1 2 



(108) 0 0 2-5 2 2 4 8 5 

Sfc s -< y 7 -< y > y *r > e> ©f&wfcf t^wo&fi&fcai e t j^r« 

[0 14 0] 
[«4 7] 





mm 




RT97+RGC 
***** 
ONTSBUrSft 14 0 

mm* tut 

ONWSft %> 


B 




Ki t3 ^- 149 nM 


100.0 % 
±5.2 SEM 


A 

GPI 1046 






60.5 % 
±3.9 SEM 


C 




Ki tf= 107 nM 


60.4 % 
±3.1 SEM 


D 






58.4 % 
±6.4 SEM 


E 




Ki n£r^— tf=r20nM 


56.6 % 
±9.4 SEM 



[0 14 1] 

K4 8] 



(109) 



00 2-522485 





mm 




RT97+RGC 
ONtt» %) 


F 


-V 


GPI 1046 «D 

Ki P^^r— ^= 272 aM 


55.1 % 
±5.9 SBM 


G 




Ki n * tf>10,000 nM 


34.0 % 
±4.8 SEM 


H 






30.3 % 
±8.0 SEM 
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XVI M V? T lui UiYl 


23.8 % 
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^^^^^^ 


GPI 1046 O^r b V«CS«* 

Ki a*-*—- £-210nM 
^ yT7>^= 1.5 


15.8 % 
±4.8 SEM 



[0 14 2] 
[S4 9] 
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f#S2 00 2-5 2 2 4 8 5 





»5t 




RT97+RGC 
ONHtWf « 14 B 


K 




tfi d *"V f = JW nM 

XVI 7 " — OD nxu 


13.0 % 
±4.2 SBM 
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XTi rr >f7 -zr * -i^^>T7A Q «lf 

ivl M ^ T>774»HM 
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-6.3 % 
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[0 14 3] 



mmm i 3 

f k b p^a-n-ri,y 7^ y kg p i-i o4 6*\ mmfiytfv* 

OGPI — 1 046 0#m^*^iiS-r^ 5A>f£ 0 

dtcfe^^^/V^n^ffiirfCcfc^^T^MU fit 4 0^ IMW^Ig^OK 
5mm«lfc 0 iiJ^O^i. GP 1 -1 04 601 Orag/k g/BcDJ&T 

9 0 0©2*TH£. F GtlLfefy^'J^>*ilfflO 1 0 %»Lt^ 



(Ill) #^200 2-52 24.8 5 

0 g p i - 1 o 4 efhmit^umcDmmm^wuum^^-z. ^y^v^-y 

— D-f L,/y ^ y yy jjy fgp I - l o 4 6 v<Dmmi)\ CNS m^oMMilk 

£tie><Dl£HI&3;fc. /Jn^cdf KB P-a- n-f 7^ U >V #>FG P 

1 -1 0 4 6^ fi«K:i3W«»«KSe«fi*%*:U *^WSlff££rif*U 

10 1 4 4] 

mmm i 4 

^mmmm<D^s^3 o~4 o -fi^ai^-^ 

5 2i»S{*i©M^5o tt»0f (NGF) Q£5&»e^«EP?« 
. 5fc»g#!&& (PNS) Ofg^ff *3 ± MM Ufcr.^-D ><D£fc&ffl&? Z> C 

tXTl^o /J^fGP 1 - 1 0 4 6©J;9^ 

ti^-gtlT^Z (Proc. Nat'l. Acad. Sci. USA 94 

. 2019-2024, 1997) „ 

^mmmizts^Tit, g p i - 1 o 4 6 <D^im^.com^mm%m^. xwr 

fiSLfco ^Mte, XhUybyb^y©- H©ait (65mg/kg, J«F<3£ 

ss»^«*«fflbT^afMiiiLfeo 6»ih^ g p i - 1 o 4 6&rc&msm 



(112) 0 0 2-5 2 2 4 8 5 

ilFsl, lOmg/kg OJ^T?i^-e<D G P I - 1 0 4 6 TiSSe t Lfclbfo 

iz$sv&m&mm(D&m%7fiLrzo msmt&r^ gp i - 1 o 4 6*^^14 

[0 14 5] 

•f^^t^ 1991b), ^TOl 2^08%, 18^l&tD45%. 24 
^^053%, ^3 J; tf^TO 3 0 ^^CD 9 0 %07 7 F ItlgL 

?S£SSJ8R9«ui (LTP) -lIKD^Kilgi, i/-*UXAgijg{C 



(113) 4#*2 0 0 2-5 2 2 4 8 5 

o 

v^So mnv^xft&zf^v hit. Mm<D7kfk&tttettisTm&%£5fc£.j& 
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1. Claiws: i-26 (all part,) 6. Claims: 23-26 (all part,) 
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3. Claims: 23-26 (all part-) I 

4. CUlfiis: 23-25 (all part.) 

5. Cla1»s: 23-2S (all part.) 
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This International Searching Authority found multiple (Otoups of) 
inventions in this international application, as follows; 

1. Claims: 1-26 (all partially) 

A method of treating * vi**o" disorder or improving vision 
in an animal by using a pipeeolic add derivative as 
mentioned in claims 6-9 and pharmaceutical compositions 
containing said compounds, possibly in combination with 
neurotrophic or growth factors for treating 
neurodegenerative disorders or sti rotating neurit e . 
outgrowth, as far as these factors are used to treat vision 
disorders or to improve vision, 

2. Claims: 23-26 (all partially) 

Pharmaceutical compositions containing a pipacoHc acid 
derivative as mentioned in claims 5-9 in culmination with 
immunosupre*sants and their use for treating vision or 
ocular autoimaune, 1nf\ amatory and twnunoiogicanyHaeoiateo 
disorders. 

3. Claims: 23-2$ (all partially) 

Pharmaceutical compositions containing a P Jpe^l 1 c act rf 
derivative as mentioned in claims $-9 in combination with 
wtmd healing agents and their use for treating ocular 
wounds resulting from injury or surgery. 

4 k Claims; 23-26 (all partially) 

Pharmaceutical compositions containing a pipecoUc acid 
derivative as mentioned in claims 6-g in combination with 
antiglaticosutous medications and their use for treating 
abnormally elevated intraocular pressure. 

5. Claims: 23-26 (all partially) 

Pharmaceutical compositions containing a j*PJ«"* 
derivative as mentioned in claims ^^^J"^^ ^^h^«T™- 
compounds effective in limitTng or preventing heiaorrnage or 
neovascularization and their use for treating macular 
degeneration. 

6. Claims: 23-26 (all partially) 

Pharmaceutical compositions containing a pipecolic acid ^ 
derivative as mentioned in claims 6-9 to combt nation wttft 
antioxidants and their use for treating oxidative 
the eye tissues. _ 



(137) 



^2002-52248 5 

PCT/ US 99/18242 



FURTHER INFORM ATOM CONTOKJEO FROM PCTTiSA/ 210 



7. Claims: 1-26 (all partially) 

A method of treating memory impairment or enhancing rae*»ry 
performance in an animal by using a pipecolic acid 
derivative as nenticned in clairos 6-9 and pharmaceutical 
conjDQsIt loans containing said compounds in cocfol nation with 
an effective acount of one or wore factors} useful in 
treating memory impairment or enhancing iwsoory performance. 
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Continuation of Box 3> 

Although claims 2-10,21,23,24 ana directed to a method of treatment of 
the hiutan/anlroal body, tne search has been carried out and based on the 
alleged effects of the corapound/composttlon- 



Further defect(s) under Article 17(2)(a): 



Continuation of Box 3. 



Present cUiws 1-5,10-15,20-26 relate to an extremely Urse nusber of 
possible compounds- Support within the meaning of Article 6 PCT and/or 
disclosure within the leaning of Article 5 FCT ts to toe found, however* 
for only a very snail proportion of the compounds claimed. In the present 
case, the claims so lack support, and the application so lacfts 
disclosure, that a meaningful searcft over the whole of the cialned scope 
1s impossible. Consequently, the search for the first Invention has been 
carried out for those parts of the clatos which appear to be supported 
and disclosed, nanely those parts relating to the compounds mentioned In 
claims 6-9 and on the general Idea underlying the application. 

The applicant's attention 1s drawn to the fact that clatas, or parts of 
claims, relating to inventions tn respect of whtch no International 
search report has been established need not t» the subject or an 
international preliminary examination (Rule 66.1(e) PCT), The applicant 
ts advised that the EPO policy when acting as an International 
Preliminary Examining Authority 1s ncntany ncfc to carry out a 
preliminary examination no matter which has not been searched, This is 
the case irrespective of whetner or not the claims are aprendea following 
receiDt of the search report or during any Chapter II procedure. 
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